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(54) Title: PYRAZOLO-PVRID1NE DERIVATIVES AS L1GANDS FOR GABA RECEPTORS 
(57} Abstract 

A class of pvrazolo[4 *-c|pvridiii-J-one derivatives, substituted at the 2-position by an optionally substituted aryl or heteroaryl 
moiery and havine'pendant substiruents at the 7-position and optionally also at the 6-position. are selective ligands for GAB A a receptors, 
in particular having high affinity for the *2 and/or a 3 subunit thereof, and are accordingly of benefit in the treatment andor prevent.on ot 
disorders of the central nervous system, including anxiety and convulsions. 



I 



WO 99/48892 , { 2 PCT/CB99/0080J 

CLAIMS: 

1. A compound of formula I, or a salt or prodrug thereof: 



R' 

/ 




wherein 

R { represents aryl or heteroaryi, either of which groups may be 
optionally substituted; 

10 R- represents halogen; or Ci-g alkyl, C2-6 alkenyl, C2-G alkynyl, C3-: 

cycloalkyl, aryl, aryl(Ci.r,)alkyl t hetei-ocycloalk}'l, heteroaryl, 
heteroaryl(Ci-r,)alkyL Czo alkoxycarbonyl, Ci-g alkylaminocarbonyl or 
heteroarylaminocarbonyl, any of which groups may be optionally 
substituted; and 

15 R 3 represents hydrogen, Cl-g alkyl or trifluoromethyl. 

2. A compound as claimed in claim 1 represented by formula II, 
and salts and prodrugs thereof: 




(ID 
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wherein 

R 1 is as defined in claim 1; 

X and Y independently represent CH or nitrogen; 
R 10 represents hydrogen, Ci-r, alkyl, Cm; alkoxy, CYr, alkylsulphonyl, 
5 C:>-g alkylcarbonyl, halogen, cyano or trifluoromethyl; and 

R-° represents hydroxy(Ci-c)alkyl, aryl(Ci-o)alkylamino(Ci.f;)alkyl, 
heteroaryI(Ci-G)alkylamino(Ci.G)alkyl, hydroxy(Ci-f;)alkynyl, 
di(Ci.fi)alkylamino(C2.r.)alkynyI, C3.7 heterocycloalkyl, 
oxo(C3-7)heterocycloalkyl ? Ci-g alkyUC^heterocycloalkyl, C> g 
10 alkoxycarbonyl(C3-7)heterocycloalkyl C:i-t heterocycloalkyl(Ci.<;)alkyL C.t.? 
heterocycloalkylcarbonyl, Ci-g alkyl(C.r:)heterocycloalkylcarbonyl, 
spiroheterocyclyl. hcteroaryl, Ci-r, alkylheteroaryl. C.;-t heterocycloalkyl- 
(Ci.r.)alkylheteroaryL Ci-g alkyl(C;j.7)heterocycloalkyI(Ci.r.)alkylheteroaryl, 
heteroaryl(Ci-G)alkyl, heteroaryl(C2-G)alkynyl, hydroxy, Ci-g alkoxy, amino, 
15 di(Ci-6)alkylamino, C^ g alkylcarbonylamino, Cig alkylsulphonylamino, 
C3-7 cycloalkyl(Ci-G)alkylamino, di[(C:i-7)cycloalkyI(Ci-G)alkyl]araino, 
heteroar> r UCi-c)alkylamino, Ci-g alkylaminocarbonylamino, 
amino(Ci.G)alkylcarbonylamino, C*.r. alkoxycarbonylamino- 
(Ci.G)alkylcarbonylamino, Ci-g alkoxycarbonyl. aminocarbonyl. halogen. 
20 cyano or nitro. 

3. A compound as claimed in claim 1 or claim 2 wherein R* 
represents hydrogen, methyl or ethyl. 

25 4. A compound as claimed in claim 2 or claim 3 wherein R 10 

represents hydrogen, methyl, methoxy, fluoro or chloro. 

5. A compound as claimed in any one of claims 2 to 4 wherein 
R-° represents hydroxymethyl, benzylaminomethyl, 
30 pyridinylmethylaminomethyl, hydroxypropynyl, dimcthylaminopropynyl, 
piperazinyl, morpholinyl, pyrrolidinonyl, methyl-piperazinyl, tert- 
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butoxycarbonyl-piperazinyl, pyrrolidinylmethvi. pyrrolidinylcarbonyl, 
methyl-pipcrazinylcarbonyl, l-oxa-8-azaspiro[4.5]dec-3-en-3-yI, pyridinvl. 
thienyl. thiazolyl, imidazolyl, azabenzimidazolyl. oxadiazol3'l, triazolyl. 
methylimidazolyl. morpholinylmethyl- triazolyl, methylpiperazinylmethyl- 
5 triazolyl, pyridinylethyl, pyridinylethynyi, hydroxy, raethoxy, amino, 

dimethylamino, acetylamino, methylsulphonylamino, cyclopropylmethyl- 
amino, di(cyclopropylmethyl)amino ( pyridinylmethylamino, 
ethylaminocarbonylamino, 2-amino-2-methyIprupionamido, tert- 
butoxycarbonylaminomethyl-carbonylamino, methoxycarbonyl, 
10 aminocarbonyl chloro, iodo, cyano or nitro. 

6. A compound selected from: 
2,5-dihydro-2.7-diphenylpyrazolo[4 t 3-c]pyridin-3-one; 
2,5-dihydro-2-phenyl-7-propylpyrazolo[4 f 3-c]pyridin-3-one; 
15 2,5-dihydro-2-(4-methoxyphenyl)-7-propylpyrazolof4,3-c]pyridin-3-one: 
2-(4-chlorophenyl)-2,5-dihydro-7-propylpyrazolo[4,3-c]pyridin-3-one: 
7-benzyl-2-(4-chlorophenyl)-2,5-dihydropyrazolo[4,3-c]pyridin-3-one: 
7-benzyl-2.5-dihydro-2-(4-mcthoxyphenyI)pyrazolo[4,3-c]pyridin-3-one: 
3 f 5-dihydro-3-oxo-2-phenyl-2//-pyrazolo[4.3-c]pyridine-7-carboxylic acid 

20 propylamide; 

3 l 5-dihydro-3-oxo-2-phenyl-2//-pyrazolo[4.3-c]pyridine-7-carboxylic acid 

thiazol-2-ylamide; 

2- (4-chlorophcnyl)-2 t 5-dihydro-6-methyl-7-phenylpyrazolo[4,3-c]pyridin-3- 
one; 

25 2,5-dihydro-2-(4-methox>TDhcnyl)*6-methyl-7-phenylpyrazolo[4.3-c]pyridin- 

3- one; 

2 1 5-dihydro-6-mcthyl-2.7-diphenylpyrazolo[4.3-c]pyridin-3-one; 

2,5-dihydro-6-mcthyl-2-(4-methylp^ 

3-one; 

30 2-(4-fluorophenyl)-2.5-dihydn)-6-methyl-7-phenyIpyra 
one; 
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C-ethyl-2.5-dihydro-2-(4-meihoxyphcnyl^ 
one; 

(^echyl•2,5-dihydro-2J-diphcnylpyra^olol4,3-c]pyridin-3-one; 

2.5-dihydro-2 J-bis(4*mcHhoxyphenyl)-(i-methylpyra2oIo[4,3-c]pyridin-3- 
5 one; 

2-(4-chlorophenyI)-2,5-dihydro-7-(4-mcchoxyphen}'l)-6-methyl- 
pyrazolo[4,3-c]pyridin-3-onc; 

2^-bis(4-chlorophenyl)-2,5-dihydro-6-methyIpyrazolo[4,3-c]pyridin-3-one; 
2-(4-chlorophenyI)-2 T 5-dihydro-7-(3-methoxyphcnyl)-6-methyl- 
10 pyrazolo[4,3-c]pyridin-3-one; 

2-(4-chlorophenyI)*2,5-dihydro-7-f2-methoxyphcnyl)-6-methyl- 
pyrazoIo[4.3-c]pyridin-3-one; 

2-(4<hlorophenyl)-2 ? 5-dihydro-6-mechyl-7-(thiophen-2-yl)pyrazolo[4,3- 
c]pyridin-3-one; 

15 2-(4-chlorophenyl)-2,5-dihydro-7-(3-iodophcnyl)-(->-mcthylpyrazoIo[4,3- 
c]pyridin-3-one; 

2-(4-chlorophenyl)-2,5-dihydro-6-mechyl-7-[3-(pyridin-3-yl)phenyl]- 
pyrazolo[4,3-c]pyridin-3-one; 

2-(4-chlorophcnyl)-2,5-dihydro-6-mechyl-7-[3-(thiophcn-2-yl)phenyl]- 
20 pyrazolo[4,3-c]pyridin-3-one; 

2-(4-chlorophenyl)-2 f 5-dihydro-6-methyI-7-[3-(3-methyI-l,2,4-oxadiazol-5- 

yl)phenyl]pyrazolo[4,3-c]pyridin-3-one; 

2-(4-chlorophenyl)-2,5-dihydro-6-mcchyl-7-[3-(pyrrolidin-l- 

ylcarbonyl)phenyl]pyrazolo[4.3-c]pyridin-3-one; 
25 2-(4-chlorophenyl)-2j>-dihydro.6-mcthyl-7-[3-(4-methylpiperazin-l- 

yIcarbonyl)phenyl]pyrazolo[4,3-c]pyridin-3-one; 

2-(4-chlorophenyl)-2 t 5-dihydro-6-mothyI-7-[3-(imidazol-l-yI')phcnyI]- 

pyrazolo[4.3-c]pyridin-3-onc; 

2-(4-chlorophenyl)-2Tvdihydro-G-methyl-^^ 
30 pyrazc>Io[4,3-c]pyridin-3-one; 
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2-(4-ehloi*ophenyl)-2/>-dihydro-6-n^ 
pyrazolo[4,3-c]pyridin-3-one; 

2-(4-chlorophcnyl)-2.5-dihydro-G-methyl-7-[3-nitrophenyI]pyra2olo[4,3- 
c]pyridin-3-one; 

5 7-(3-aminophcnyl)-2-(4-chlorophcnyl)-2.5-dihydro-G-mGthylpyrazolo[4,3- 
c]pyridin-3-one; 

2-(4-chlorophenyl)-2.5-dihydro-6-methyl-7-[3-(3- 

pyridyImethylamino)phenyl]pyra2olo[4,3-c]pyridin-3-one; 

2-(4-chlorophcnyl)-2.5-dihydro-6-methyl-7-[3-(dimethylamino)phenyl]- 
10 pyrazolo[4.3-c]pyridin-3-one; 

iV-{3-[2-(4<hIorophenyI)-3.5-dihydro-6-methyI-3-oxo-2//-pyrazolo[4.3- 

c]pyridin-7-yI]phenyl'mcthanesuIphonamidc; 

2-(4-chlorophcnyl)-2.5-dihydro-6-methyI-7-[3-(4/7-l,2,4-triazol-4- 

yI)phenyI]pyrazolo(4,3-c]pyridin-3-onc; 
15 N-{3-[2-(4-chIorophenyl)-3.5-dihydro-6-methyI-3-oxo-2/f-pyrazoIo[4,3- 

c]pyridin-7-yI]phenyl}-iV-(ethyI)urea; 

2*(4-chlorophcnyl)-2.5-dihydro-6-methyI-7-[3-(4-methylpiperazin-l- 
yl)phenyl]pyrazolo[4.3-c]pyridin-3-one; 

2.5-dihydro-2-phenyt-7-(4-pyridyl)pyrazolo[4,3-c]pyridin-3-one; 
20 7-(4-aminophenyl)-2n4-chlorophenyl)-2,5-dihydro-6-methyIpyrazolo[4 r 3- 
c]pyridin-3-one; 

7-(4-acecamidophenyI)-2-(4-chIorophenyl)-2,5-dihydro-6-methyl- 
pyrazolo[4,3-c]pyridin-3-one; 

7.[4-(4.(/e^^butoxycarbonyl)pipe^azin-l-yl)phcnyI]-2-(4-chlorophenyl)-2,^)- 
25 dihydro-6-methylpyrazolo[4,3-c]pyridin-3-ono; 

2-(4-chlorophenyl)-2.5-dihydro-6-methyl-7-[4-(piperazin-l-yl)phenyl]- 
pyrazolo[4.3-c]pyridin-3-one; 

2-(4-chlorophenyl)-2.5-dihydro-6-rnethvi-7-[4-(pyrrolidin-2-on-l- 
yl)phenyI]pyrazoIo[4.3-c]pyridin-3-one; 
30 7-(4-(2-amino-2-methyIpropionamido)phcnyl]-2-(4-chlorophenyI)-2.5- 
dihydro-6-mcthylpyrazolo[4.3-c]pyridin-3-onc; 
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2-(4-chlorophenylh2,:;-dihydi^ 
yl)phcnyl]pyrazolo[4,3-c]pyridin-3-one; 

7-[4-(/V -/e^^butoxyca^bonylglycinamido)phenyI]-2-(4*chlorophcnyI)-2.o- 
dihydro-G-mcthylpyrazoIo[4.3-c]pyridin-3-one; 

5 2-(4-chlorophenyl)-2,5-dihydro-6-methyl-7-[4-(1.2 ( 4-tria2ol-4*yl)phenyl]- 
pyrazolo[4,3-c]pyridin-3-one; 
and salts and prodrugs thereof. 

7. A compound selected from; 
10 2-(4<'hlorophenyl)-7-(4-cyanophenyl)-2,5-dihyd 
c]pyridm-3-one; 

7-(3-cyanophenyl)-2-(4-chlorophenyD^ 
cJpyridin-3-one; 

2-(4-chlorophenyl)-2,5-dihydro-6-methyl-7-[4-(pyridin-2-ylmcthylam 
15 phenyl]pyrazolo[4,3-c]pyridin-3-one; 
2-(4-chlorophenyI)-7-[4-(/^,A/'-di(cyclop 
dihydro-6-methylpyrazolo[4,3-c]pyridin-3-one; 

2-(4-chlorophenyI)-7-[4-(N-cyclopropylmethylamino)phenyl]-2,5-di^ 
methylpyrazolo[4,3-c]pyridin-3-one; 
20 7-(4-carboxamidophenyl)-2-(4-chlorophenyl)-2,5-dihydro-6-methyl- 
pyrazolo[4.3-c]pyridin-3-one; 

2-(4-chlorophenyl)-2,5-dihydro-7-(3-methoxycarbonylphenyl)-6-methyl- 
pyrazolo[4,3-c]pyridin-3-onc; 

2-(4-chlorophenyl)-2,5-dihydro-6-methyl-7-[3-(pyridin-2- 
25 ylmethylaminomethyl)phenyl]pyrazoIo[4,3-c]pyridin-3-one: 

2-(4-chlorophenyI)-2,5-dihydro-6-methyl-7-[4-(pyridin-2- 

ylmethylaminomethyl)phenyl]pyrazolo[4.3-c]pyridin-3-one; 

7-[4-(benzylaminomethyl)phenyl]-2-(4-chlorophenyl)-2,5-dihydro*G-methyl- 

pyrazolo[4,3-c]pyridin-3-one; 
30 7-(3-carboxamidophenyl)-2-(4-chlorophenyl)-2,5-dihydro-6-methyl- 

pyrazolo(4.3-c]pyridin-3-one; 
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2-(4-chlorophenyl)-2.">-dih^ 
ylmethyl)phcnyI]-pyrazolo[4,3-c]pyridin-3-one; 
2-(4-chlorophenyl)-2.5-dihyd™^ 
pyrazolo[4,3-c]pyridin-3-one; 

5 2-(4-chlorophenyl)-2,5-dihydro-7-(4-iodophenyl)-6-methyIpyra2olo[4.3- 
c]pyridin-3-one; 

2-(4-chlorophenyl)-2.5-dihydro-6-methyI-7-[4-(3-dimethylaminoprop-l^viv 

1- yl)phenyl]pyrazolo[4,3-c]pyridin-3-one; 

2- (4-chlorophenyl)-2.5-dihydro-7-[4-(imida2ol-l-yl)phenyl]-6-methyl- 
10 pyrazolo[4 f 3-c]pyridin-3-onc; 

2-(4-chlorophenyl)-2.5-dihydro-7-[4-(imidazol-2-yl)phenyl]-6-methyl- 
pyrazolo[4 r 3-c]pyridin-3-onc; 
2-(4-chlorophenyl)-2.5-dihydro^^ 
pyrazolo[4,3-c]pyridin-3-dne; 
15 2-(4-chlorophenyl)-2,5-dihydro-6-methyl-7-[4-(thiazol-2-yl)phenyIJ- 
pyrazolo[4,3-c]pyridin-3-one; 

2-(4-chlorophenyI)-2.5-dihydro-7-(4-hydroxyphenyl)-6-methyipyrazolo[4.3- 
c]pyridin-3-one; 

2-(4-chlorophenyl)-2.5-dihydro-7-[4-(3-hydroxyprop-l^vn-l^vl)phenyI]-G- 
20 methylpyrazoIo[4.3-c]pyridin-3-one; 

7-[4-(6-azabenzimidazol-2-yl)phenyl]-2-(4-chlorophenyl)-2 ? 5-dihydro-6- 
methylpyrazolo[4,3-c]pyridin-3-one; 

7-(2-acetyl-2,3 t 4.9-cetrahydro-l J f/-pyrido[3 I 4-6]mdol-6-yl)-2-(4- 

chlorophenylV2,5-dihydro-6-methylpyrazolo[4,3-c]pyridin-3-one; 
25 2-(4<hlorophenyl)-7-(2-ethy^ 

yI)-2,5-dihydro-6-methylpyrazolo[4 t 3-c]pyridin-3-one; 

2-(4<hlorophenyl)-2.5Hdihydro-7-[2^ 

methylpyrazolo[4.3-cJpyridin-3-one; 

7-(benzimidazoI-5^vl)-2-(4-chlorophenyO^ 
30 c]pyridin-3-one; 
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2-(4-chlorophenyl;-^- r >-^^ 

L2,3-triazol-5-yI)phenyI]pyrazoIo[4,3-c]pyridin-3-onc; 
2-(4-chlorophenylh2.5-dihydro-f>-methy 
l,2,3-triazoI-5-yl;phenyI]pyiM2ol(j[4,3-c]j)yridin*3-one; 
5 2-(4-chlorophenyIj-2.5-dihydro-6-methyl-7-[4-(2-(pyridin-2-yl)eth-l^ 
yI)phenyl]pyrazolo[4.3-c]pyridin-3*one; 
2-(4-chlo^ophenyI^2.5-dlhydro-6-^nethyl-7-[4-(2-{pyridin-2- 
yl)ethyl)phenyl]pyrazolo[4,3-c]pyi'idin-3-one; 
2-(4-chlorophenyl)-2.5-dihydro-6-raethyl-7-[4-(l-methylimidazol-2- 
10 yl)phenyl]-pyrazolo[4.3-c]pyridin-3-one; 
2-(4-chloropheny^2/wIihydro-6-methy 
pyrazolo[4.3-c]pyrid:n-3-one: 

2-(4<hlorophcnyl>-2.5-dihydro-6-methyl-7-[4-(l-oxa-8-azaspiro[4 
en-3-yl)phcnyl]pyrazoIo[4 f 3-cjpyridin-3-one; 
15 7-bromo-2-(4-ch]orophenyI)-2,5-dihydro-6-mcthyIpyrazolo[4,3-c]pyridin-3- 
onc; 

2-(4-chlorophenyl)-2,o-dihydro-7-iodo-6-methylpyrazoIo[4,3-c]pyridin-3- 
one; 

2-(4-chIorophcnyl)*2.5-dihydro-7-(2-ethoxycarbonylethenyl)-6-me 
20 pyrazolof4.3-c]pyridin-3-one; 

7-(2-carboxamidoechenyl)-2-(4-chlorophcnyl)-2 ? 5-dihydro-6- 
methylpyrazolo[4.3-c]pyridin-3-one; 

2-(4-chIorophenyl)-2.5-dihydro-6-methyI-7-[2-(pyridin-4-yl)ethenyl]- 
pyrazolo[4.3-c]pyridin-3-one; 
25 7-benzyl-2H4-chlorophenyl)-2.5-dihydro-6-methylpyrazolo[4,3<Jpyndin-3- 

one; 

2-(4-chlorophenyI)-2.5-dihydro-6-mcthyl-7-[2-(pyridin-4- 
yl)ethyl]pyrazolo[4.3-c]pyridin-3-onc; 
7*(2-carboxamidoethyl)-2-(4-chlorophenyI)-2.5-dihydro-6- 
30 methylpyrazolo[4.3-c]pyridin-3-onc; 
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2-(4-chloropheny^2.5-dihydro-6MiietM 
pyrazolo[4.3-c]pyridin-3-onc; 
2-(4-chlorophenyl)-2.5-dihydn>7-(3-dimet^^^ 
|)yrazolo[4,3-c]pyridin-3-one; 
5 2-(4-chlorophenyI)-2.5-dihydro-6-methyl-7-(thien-3-yl)pyrazolo[4.3- 
c]pyridin-3-one; 

2-(4-chIorophenyI)-3,5-dihydro-6-mcthyl^^ 
7-carboxyIic acid ethyl ester; 

2-(4-chlorophenyl)-2,5-dihydro-7-[2-(imidazol-l-yl)ethenyI]-6-mcthy 
10 pyr:izolo[4.3-c]pyridin-3-one; 

244-chIorophenyl)-2,5-dihydro-7-ethyl-6-methyIpyrazolo[4.3<]pyridin-^ 
one; 

2-<4-chlorophenyl)-2,o-dihydro-7^^ 
c]pyridin-3-one; 

15 2-(4-chlorophenyl)-2.5-dihydro-6-methyl-7-[2-(pyridin-2- 

yDethyl]pyrazolo[4,3-c]pyridin-3-on 

2-(4-chlorophenyl)-2,5-dihydro-G-methy^ 

pyrazolo[4,3-c]pyridin-3-one; 

2-(4-chlorophenyl)-2.5-dihydro-6-methy^ 
20 pyrazolo[4,3-c]pyridin-3-one; 

2^4-chlorophenyI)-2.5-dihydro-7-hydroxymothyl-6-methylpyi*azolo[4.3- 

c]pyridin-3-one; 

2-(4-chlorophenyI)-2,5-dihydro-6-methyl-7-[2-oxo-3-(l ( 2,4-tria 

yl)propyl]-pyrazolo[4,3-c]pyridin-3-one; 
25 2-(4-chlorophenyl)-2.5-dihydro-7-[3-(imidazol-l-\ r l)-2-oxopropyl]-6-methyI- 

pyrazolo[4,3-c]pyridin-3-one; 

2-(4-chlorophenyl)-2.5-dihydro-6-m^ 

ylmcthyI)arainomethyl]pyrazolo[4 T 3-c]pyridin-3-one; 

2-(4-chlorophenyl)-2,5-dihydro-7-(3-methoxycarbonylpropyI)-6- 
30 mrthylpyrazolo[4,3-c]pyridin-3-onc; 
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7-(3-carhoxaiuidopropyl)-2-(4-chlorophenyI)-2. 



2,5-dihydro-G-mcthyl- 



pyrazolo[4.3-c]pyridin-3-one; 

7-f3-benzoyloxypropyl)-2-(4-chlorophenyl)-2.5-dihydro-6- 
methylpyrazolo[4.3-c]pyridin-3-one; 
5 2-f4-chlorophenyl)-2,5-dihydro-6-methyI-7-[3-(3-methyl-l,2.4-oxadiazol-5- 
yl)propyl]pyrazolo[4,3-c]pyridin-3-one; 

2-(4-chlorophenyl)-7-(3-cyanopropyl)-2.5-dihydro-6-methylpyrazolo[4.3- 
c]pyridin-3-one; 

2-(4-chlorophenyl)-2,5-dihydro-6-methyl-7-(pyridin-3-yl)pyrazolo[4,3 
10 c]pyridin-3-one; 

2-(4-chlorophcnyl)-2.5-dihydro-7-[3-(l//-^ 

pyrazolo[4,3-c]pyridin-3-one; 

2-(4-chlorophenyl)-2.5-dihydro-7-(3-hydroxypropy 

c]pyridin-3-one; 
15 and salts and prodrugs thereof. 



formula I as defined in claim 1 or a pharmaceutical^ acceptable salt 
thereof or a prodrug thereof in association with a pharmaceutical^ 
20 acceptable carrier. 

9. The use of a compound of formula I as defined in claim 1 or a 
pharmaceutical^ acceptable salt thereof or a prodrug thereof for the 
manufacture of a medicament for the treatment and/or prevention of 
25 anxiety. 



8. 



A pharmaceutical composition comprising a compound of 



10. A process for the preparation of a compound as claimed in 
claim 1. which comprises reacting a compound of formula III with a 
hydrazine derivative of formula IV, or an acid addition salt thereof: 



30 



WO 99/48892 



122 



PCT/CB99/00803 



L 




Z 



R NHNH.. 



OH) 



(IV*) 



wherein R 1 , R- and R 3 are as defined in claim l t L represents a readily 
displaceable group, and Z represents a reactive carboxylate moiety; and 
5 subsequently, if desired, converting a compound of formula I initially 
obtained into a further compound of formula I by standard methods. 

11. A method for the treatment and/or prevention of anxiety 
which comprises administering to a patient in need of such treatment an 
10 effective amount of a compound of formula I as defined in claim 1, or a 
pharmaceutical^' acceptable salt thereof or a prodrug thereof. 
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